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(54) CMNOCIb OOEPXXAHHSA 4,6-AN3AMILLEHUX 2-AMIHONIPUONHO-3-KAPBOHITPUIIB

(57) Pedpepar:

Cnoci6 opepxaHHA 4,6-AM3amilleHnx  2-aMiHoNipuauHO-3-KapOoHITPMNMIB, WO I'PYHTYETLCA Ha
B3aeMofii apoMaTUYHUX anbgerigiB 3 apoMaTUYHUMKM KETOHaMW, ManoHOAMHITPUIIOM | aueTaTom
aMOHil0 B OpraHiYHOMy pO34YMHHUKY. B sakoMmy €Kk anbgerign BUKOPUCTOBYKOTb 5-apun-2-
dypaHkapbanbgerian, a Sk pO3YUHHUK - €TUINOBWIA CMIMPT.
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KopucHa mogenb Hanexutb [0 OpraHivyHoi XiMmii, a came cnocobiB ofep>KaHHS KOPUCHUX
OpraHidHMX Cnonyk, Aki MoXyTb OyTu BuMKOpUCTaHi y hapmadii 9k npoTUTy6epKynbO3Hi npenaparw,
aHTugenpecaHTw, iHribiTopu MoOHOaMiHOOKCKMAA3W TUMY Hianamigy, XiHyKnigMHoBI Nikapchki NpenapaTu.

Bigomnii cnoci6 oTpuMMaHHs noxigHux nipuanHy [O6was opraHudeckast xumus / nog. peg. O.
BaptoHa 1 Y.[l. Onnuca. T.8. AzoTcogepxalume retepouuknbl. - M.: Xumus, - 1985. - 752 c.], 3a skum
npu B3aemogii anbgerigy 3 gsoma monsmy 1,3-OukapOOHINbHOT CNOMyKM (aueToouTOBUA ecTep,
aueTunaueToH) i amiakoM OAepXyTb NOXigHi 3,5-aurigponipuavHiB 3 HACTYNMHUM OKMCHEHHSIM X O
BiANOBIOHUX NiPUAMHIB.

Heponikamun cnocoby € He3HayHa BapiaTMBHICTb 3aMiCHUKIB Yy MOMOXEHHAX 4 Ta 6 nipugMHOBOro
LMKny.

Hanbnmkumm  aHanorom BubpaHo cnoci6 opepxaHHA  2-amiHO-4,6-giapunnipuguHo-3-
kapboHiTpunis [Tu F.S.S. One-pot synthesis of 2-amino-3-cyanopyridine derivatives under microwawe
irradiation without solvent / F.S.S. Tu, F. Fang, T. Li // Arkivoc-2005 (i). - P. 137-142], akun
I'PYHTYETLCSA Ha LMKNOKOHAEHCAaLii apoMaTUYHWX anbaerigiB 3 KeToHamu, MaroHOAMHITPUNOM Ta
aueTatoM amoHil0 B YMOBaxX MIKPOXBUITbOBOrO OMPOMIHEHHSl, B pe3ynbTaTi 4oro OpMyeTbCS
NipUAMHOBUIA LMKIT 3 YTBOPEHHAM 2-aMiHO-4,6-aiapunnipnanHo-3-kapboHiTpunis.

Heponikom cnocoby € He3HayHa BapiaTMBHICTb 3aMiCHUMKIB Y MOMOXeHHAX 4 i 6 nipuauHoBOro
LUKy, @ TaKoX 3aCTOCYBaHHSI MiKPOXBUITbOBOIO BUMPOMIHIOBaHHSI.

B ocHoBy KOpuCHOi Mopgeni nocTaBreHa 3agava YAoOCKOHanuWTM crnocid opepxaHHs 4,6-
An3amilleHnx 2-amMiHoMipnanHO-3-kapOOoHITPUIIB LUMSIXOM BUKOPUCTAHHA peareHTiB - 5-apun-2-
dypaHkapbanbAerigis B peakuii uuknisauii 3 AOCTYNHAUMW Crnofykamu, a came 3 apoMaTU4HUMMU
KETOHaMu, MAarnOHOAMHITPUIIOM | aueTatoM aMoHilo ©6e3 3acToCyBaHHS  MIKPOXBUIIBOBOMO
BUNPOMIHIOBaHHS, WO [AdacTb 3MOry ogepXyBaTu UINbOBi MNPOAYKTM | 3HAYHO PO3WUPUTH
Pi3HOMAHITHICTb 3aMiCHUMKIB Y MOMOXEHHAX 4 i 6 NipUMAMHOBOIO LMKNY.

MocTtaBneHa 3agjaya BUPIWYETBCA TUM, WO Yy cnocobi opepxaHHA 2-amiHonipuguHo-3-
KapOOHITpUNIiB, SAKUA T'PYHTYETbCA Ha B3aeMoAii anbgerigie 3 apomMaTUYHMMKM  KETOHaMMW,
ManoHOAMHITPUNOM | aueTaTtoOM aMOHIl0 B OPraHiYHOMY PO34YMHHKKY, MpUYOMYy anbaerigun
BMKOPUCTOBYIOTb 5-apun-2-cdypaHkapbanbgerign, a sk po3YnHHUK - €TUIOBWUA CMVPT i O4EpXYyloTb
CMnonyku 3aransHoi opmMynu:

ne R, R?, R’=H, Alk, Hal, NO,, CF3, OAlk, COOR.

ABTOpM 3anpornoHyBanu BMKOpUCTaTW SK BUXigHI crnonykn 5-apun-2-dypaHkapbanbgerign 3
LUIMPOKUM CMEKTPOM 3aMiCHUKIB B apunbHOMY pparmeHTi. BoHM pearyioTb 3 apoMaTUyHUMM KETOHaMU,
MarioHOAMHITPUIIOM Ta aueTaToM aMOHil0 y cepefioBULLi eTurnosoro cnupTy. MNpu uboMy opMyeTbCA
NipUOMHOBUIA LMKIT 3 apundypaHoBMM (PparMeHTOM Y MOMOXEHHI 4 Ta apurnbHUMW 3aMiCHUKaMK Yy
NONOXeEHHi 6.

Cnocib6 MoxHa npoinocTpyBaTv NpuknagaMmu, pesynbTaTh Skux 3BegeHo y Tabnuui, e Buxoau
HaBefeHi nicna nepekpuctanisauii. Cknag i 0yaoBy LMX CNOnyK NiATBEPMAXEHO AaHUMU CNEKTPOCKOMNIT
AMP 'H i °C Ta enemMeHTHUM aHanisom.
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Tabnuug
2-AmiHO-6-apun-4-(5-apun-2-dypun)-nipnanHo-3-kapoboHiTpunun
Ne crionyku R R Buxig, % T.nn, °C
1 2-Cl H 80 244-245
2 2-CI-5-CF; H 73 230-231
3 4-Br H 78 203-204
4 2,4-Cl, H 77 272-273
5 2,3-Cl, H 71 226-227
6 2,5-Cl, H 83 297-298
7 4-F H 68 234-235
8 2-Cl-4-NO, H 85 330-331
9 2-NO,-4-OMe H 70 264-265
10 4-NO, H 85 267-268
11 4-NO, H 72 203-204

OpepxaHHs cnonyk 1-11 34iNcHIOTL 3a peakLieto:

o]
\_/° N
/ o Me Z CH,COONH
]! + + o 4
R R® ‘N‘ R? O

R 1-11

Mpuknag. Cymiw 3,3 mmonb 0,83 r 4-6pomdeHin-2-gypaHkapbanbaerigy, 3,3 mmonb 0,4 1
aueTtodeHoHy, 3,3 mmonb 0,2 r ManoHOAMHITPUAY i 2 T aueTaTy amoHito y 30 M eTUNoBOro CnupTy
HarpiBalTb 3i 3BOPOTHUM XOnoannbHUKOM npoTtarom 18-24 rog. Nicng oxonomkeHHsA cyMmilli AoAaTb
BOAY 00 YTBOPEHHSA ocafy. BiadineTpoByloTb, NPOMUBAIOTL BOAOK i NEPEKPUCTANI3OBYIOTh i3 CyMiLli
po3unHHukiB  cnmpT-OM®A.  Buxig  2-amiHO-6-deHin-4-[5-(4-6pomdpeHin-2-dypwun)]-nipugnHo-3-
kapBoHiTpuny (3) 1,07 r (78 %). T.nn. 203-204 °C. Criektp AMP 'H, 8, m.u.: 6.82 (w.c, 2H, NH,) 7.29
(c, 1H, nipnawn), 7.34 (g, J=3.7 Hz, 1H, dypaH), 7.54-7.58 (m, 3H, Ph + dypaH) 7.63-7.65 (m, 3H,
Ph), 7.70 (g, J=8.5 Hz, 2H, C¢H,4),7.86 (A, J=8.5 Hz, 2H, CgH,).

3anponoHoBaHu cnocié gae 3mory ogepXyBaTu UINbOBi Npoayktn - 4,6-av3amiweHi 2-
amMiHoNipnaNHO-3-KapboHITPMK, BUKOPUCTOBYIOYM felleBi Ta NerkogocTynHi BWXIigHI peareHTw,
3HaAYHO PO3LMPUTU PI3HOMAHITHICTb 3aMICHUKIB Y MOMOXEHHAX 4 i 6 nipuanHOBOro LMKNY, YBIBLUW
dapmakoopHUN apundypaHoBui pparMeHT, WO NiaTBEPIKYE OAepXKaHHSA 3asBfIEeHOro TEXHIYHOro
pesynbTary.

®OPMYA KOPUCHOI MOJENI

Cnoci6 opepxaHHA 4,6-gM3aMilleHnx  2-amiHomipnanHo-3-kapboHITpuniB, WO rPYHTYETLCA Ha
B3aEMOZil apoMaTU4HUX anbgerigieB 3 apoMaTUYHMMW KeTOHaMMK, ManoHOAMHITPUIIOM i aueTtaTtom
aMOHIil0 B OpraHiyHOMY PO3UYUHHUKY, KU BiOPI3HAETLCA TUM, LLO SK anbAeriay BUKOPUCTOBYIOTb 5-
apun-2-dypaHkapbanbgerign, a K po34MHHWK - €TUITOBMI CNUPT i OAEPXYHTb CMNOMNyKW 3aranbHoi

dhopmynum

ne R', R?, R®=H, Alk, Hal, NO,, CF5, OAlk, COOR.
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